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(57) Abstract: A process for preparation of amidine derivatives as represented by the following reaction scheme, characterized in 
© that the reactions of steps 1 and 3 are conducted in acetonitrile and the reaction of step 2 is conducted in acetone. 
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^P^T^WUfc 0 ^©m. M4 8%Na OH7k^«pH8(£&5£T*#*^ 
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SIC!) y3l.89g ^SAU 20 + 1 O'CT'^ 3 0frmfcfc£tt o KJ&$ 

£ 5 °CmT»*P U TKilTR 5 . 3 mL&^ 2 0 tt«D Ufc^> H^tRjItR 3 5 
5mL^SALfc„ ^tT10%NaOH7(c^pH4. 5 tft5tt?IS»U 
15 + 10 °CT^ 2 H$RQ%# LTM bfc 0 ,g#f * 9V~ ^li Lfcl, 
& 1 0 %T-fe > 4 8 mU tKjItR 1 9 2 mU 10 %Ti? h VtK 7 2 mLT'll 
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fee jg^Sr^SKU TWffcTi? h^MJ/H OOmL^M, 10%NaOH7K 
^T* p H 3 Kim Lfc& % T-fe f = 1> y /l^Jl^^ tfc 0 2 o©Tt h = b V 

^mzG-W u $ & 1 o mLor-fe h = h y /v^nxLTsyyctt* l/cE» 

SrHUft LfcH, 2 8 %Ty*~T7k%M?L. 3 0 ± 5 °CT^ 3 0#FfTOfr$-£fc o 

MJt# Vfc^ M Lfc D *&S«r - 5 °C(D 3 5 %Tir h = l> V /V* 3 0 mL"C 
Sfc^ HK7k^7k5 OmLTife}£U 6 0°CT«^t, ft£*6 (8.74 
g, K$8 7. 7%) £#fc„ 
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2- (3-^y^f-yU/V) -3, 6, 7, 9-ff7k Kn^^^y [4, 5- 
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(1. 2 5 g) SrDMF 1 2mL«|U, ^7 f/l^^A^^ 
f-MJ !>A3. 2 0 g^P^l 1 Ot*"CJlPllt^ *$>V^;V-fcl/m.O. 8 6 g 
£»Lfc 0 #:V^T\ ^^16 (3. 7 5 g) ©DMF 1 2. 5 mUt?g£|5jfi^ 

\z.x i ww-cm tfc 0 § h m\&M\z.x i . 5 mmmw vtz.mm u 
xmmm *mc„ 

mbtltcm&&%mn.BV>$.t.*5 5. 5mLWl, 9 6«0. 367 
g*5i^tt^O. 2 5 gSr^x:, 6 0°Ct"CWU /^LfciL 
S'JLfc. 1 mUrflP^fc^ 4. 8%7K^b^ h y ?A 1 8. 
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H2- (3-<ytwy^) -3, 6, 7, 9-fbn kb^*^/ [4, 5 
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2- -3, 6, 7, 9-T- h7t KP^5^i/ [4, 5- 

15 d] My J [4, 3-b] (7 5^, 27KfP«J) ©W» 

Jgfl^ fi&th ^^^A^#tfc5L^©4a7 7^ = ^'fb-a*6 
(9 8 4 g, 3.5 3^-/1") SrAtts ^V^N-^^-2-t'n y K>-1. 9 7 

fctt$±T?KJE3&&jflJ/fl loo, ^190-21 0°C^T 5 0£f H W£®S£ 
20 SJS&ffiSr 4 0 °C£ Lfcfc, T±Y^2L*M Z-XWffi3fc t Lfc^ 

2 0LtO4l77^ = |:fU JEfcT-fc 1*^7. 8 4 L £flPx.T 3°C$-CM 
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Lfc„ m Ltcm&*Mffi U 7tf^l.3Lt*2 |El» Lfc&, 1 8 H#P B 1i£ 
SftjftLT, 2- -3, 6, 7, 9-f f7t Kp>T 5 

^y* [4,5-d] tfyy [4,3-b] t°l)v^ OW8 79 g 

(8 9. 3%) *#fc„ 

5 8 7 9 g 2 0 y^B/V^3 5.16L IdMff U & 

V^HT^^T* 5 0 5 mlt fefefe 2 9 5 g £jtax.T, 2 0 ftRMtiltt L 
fc. MWJU Mfibfc2 0%-g-7K^y7 B n^V-/V6. 7Li^y^n 
/ V -/V3.3L L N «SR«5»cSf#*T«BET t«iHI bfco 9.95k 

gtfii uc»^4tt* 1 8 f^ra^ u «f m bfc^ H ^ii u N 2 

10 y^B/V-/H. 8Lt?2@iJfe*U^ N l8H#K^a|feMbT, 

Mfl^ 7 6 4 g (77.8%) &#fc 0 
mp > 3 0 0*0 

5n*#*f(C 12 H 10 N4O 2 ■ 2H a O) 

C, 5 1. 8 0 ; H, 5. 0 7 ; N, 2 0. 1 3 ; H z O, 12.9 5% 
15 ££R£t :C, 51.85; H, 5.10; N, 20.30; H a O, 1 2. 7 1% 



3 0 L^l:, \Y&m (7 !>Ht\ 27kfc«W 7 6 4 g (2.7 4 6*/W) 
20 bfeo &V^T\ 2 0 y^a/V^26.7 5L ifcJDiU » U 

6> 8 0 ~ 8 4°C^WLT^^*fc 0 £*U::$5tt& 7 6 . 4 g Sr*P^ % 1^ 

^3.4Lt?Sfe?fLfc 0 «ir«?r#^ 6 0 Lif H ffi$S^£Wc 0 St* 7 
8 °C£» LX-fflfm lstcM£k%t$M U 8 5%J)yt3 8 9g (1.23* 
25 ^S) y^D/V-^il3 8 9mL»U >f VrfxirtJ — /U4 

oomLTgfe^tfc, l^mm^mmiau &fc&®<kLit&, mtmM* 

' — /V4. 6 LT*2HI^U Sifctl 8fl#lffl»$£Lfc8L fcMfofti: LT2- 
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-3, 6, 7, 9-7- h^t Rn^*v u, 5-d] 

t°7/ [4,3-b] y^iKft l7K?PtJ (9 4 6. 5 g, 9 6.2%) 

mp234-236t 

7G*##f(C 12 H 10 N4O 2 ■ H 3 P0 4 • H 2 0) 

SINK: C, 40. 23; H, 4. 22 N, 15. 63; P, 8.65; H 2 0, 5. 0 
3% 

C, 4 0. 3 9 ; H, 4. 1 7 N, 1 5. 9 2 ; P, 8. 5 3 ; H 2 0, 4. 1 

0% 

»5fcXjft|5|0f : l 2. 4, 1 4.7, 1 7.4, 1 9.6, 2 1.4, 2 5.0, 2 7. 
0(g) 

IR: 34 2 6, 3 1 0 9, 1 6 4 2, 1 1 2 3, 9 9 8, 9 5 7^^8 0 8 
(cm" 1 ) 

3ol*-b^^ mmm) K&foMevxm-rmittm&s 1 1 9 g 

(8. 7 0 %Atltc 0 &1>T\ 8 5%!)yi5 0. 1 8 g (0.0 5^A- 

13*) Sr&tpSieTKi 8. 7 l LSrJn*., W^: bfc 0 mmMLtz^]) 
SOlS^«:iS!AU £fc (2 3-2 4*0 tCT4 3l$|fflift#Lfc„ #f ffi LfcJfc 
B B B Srttifi U 1 . 5 L"C 2 EHfefr LfcSL M^T 4 0 ffi&EEttft L-> 

/yXAitLT2- (3—fy^f-^y/^) -3, 6, 7, 9— r hyfc Kp 
<4%?Zf [4, 5-d] f7/ [4,3-b] I^U^y y^it 1tW$>2 9 0 
2 g (9 3. 1%) £r#fc 

mpi67-i7o°c mmm) 

dp242-252°C (JffeBM?) 
7C*^-*f(C 12 H 10 N4O 2 • H 3 P0 4 • H 2 0) 

l^f: C, 4 0. 2 3 ; H, 4. 2 2 N, 1 5 . 6 3 ; P, 8 . 6 5 ; H 2 0, 5. 0 
3% 
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lit : C, 4 0. 2 5 ; H, 4. 2 6 N, 1 5. 7 1 ; P, 8. 6 4 ; H z O, 5. 1 

6% 

n^Xmmr : 1 1 . 6 , 1 5.3, 1 7.8, 2 0.9, 2 5.7, 2 6.2:fcJ;t>* 
2 7.9 (£) 

IR: 3 264, 3 1 04, 2 5 33, 208 5, 1 648, 1 1 1 9, 1 08 
9, 9 5 4*5^^5 1 3 (cm" 1 ) 

±m<Dmk\z$niz>2- (3-^y^f-^y^) -3,6,7,9— ri^t 

Fn-Y^V [4,5-d] \fyy [4,3-b] t°!)^y 3 l7kft*<P 

Target : <X Graphite Monochroroeter, if flUEE : 4 0 kV, WHfift : 40 mA, 
Slit: DS=0. 5, RS=0/3, SS=0. 1, Scan Speed: 3° /rain N Detector 
Scintilation counter, UM±/U 'bffl&M&lftRi 5 mm) 

if-mwoimwom^ iiatti« (i) x^iizm&j $?yvy 
i>ismw&<D*mfo-?h%, ^ (i i) -c^^r^^iymm^mmB.^ 
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1. 5t (I I) : 



Hal 

<aYtf 

N 



(II) 



D£«f\ Ai«m±©0, S, SO, SC^&itf/^fcteNR 1 (5£4\ R 1 

mxh t> x 

Ha 1 fi/M3^>tfc§] 
Igl : 5£ (V) : 



[iW, A&f±±fE£l^§r&-C&!U Ha 1 tt»M3£V-C*>$] 
X©2 : nhfbtz.^ (IV) ©-fb^SrT-feb^tTx 5fc : R-COR" 
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S (III) : 



AS, Ha l*5«tt/Rt±ifflBi:|Rl3&*-e*)5] 
It3 : (III) <D{k&Vd*T±h~hl)/l'W£X, %WMM<D 

10 ISSr&tf^Sfe. 
2. 5£ (V) : 



15 /l^/l^fe^ Amm&,±(DO, S, SO, SC^fcitF/^fc&NR 1 (5£ 

h i v> 5 ~ 9 M.(omm&Z3ttl 
20 P^VMT^aU ^V^«»-T5ii:^#mi:-t-5, S (IV) : 



5 





H 
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3. ^ (IV) : 




(IV) 

[5£tf\ AlttlKlOO, S, SO, SOjj^it^/^fcfiNR 1 (5*# % R 1 
Ha 1 fl^P^V-e&S] 

(III) : 




O (III) 

Agt Ha l:fcJ:tfRttirIB£Pl^&5] 

4. S(II I) : 




O (III) 

[A*, Aiftl^±©0, S, SO, SO^itf/SfcteNR 1 (^^ R 1 
£>3) Sr£AyWr*>J:<, £t>lz7/i**A't:W&&k LXWLTV^^ J:v^5 
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Ha 1 ti^nyytl>5] 
tolU ^-CT^fttSrfc^f ^t5s S (I I) : 



DEW, Ail41^±©0, S, SO, SO^cfctf/JcfcteNR 1 (5£<K R 1 

R teffifc $ fix v *t 1> J: v ^7 U — /v* fcte«& £ fix v t> J; v 
Itl : ^ (V) : 



D£4\ R 10 «fi^$tt-cv^-ci>«tv^!;-/K g^$ttTV^t><tV^« 




00 



Kfs Ai, Ha l*5j;tJ«R«BtfiBi:^E»-efe^] 
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;V*;VXh 5 , AjUftirlE £ IWlE^T'feS] 

n ^>Mx^a u &v ^-ein7k^i-5 r. t ( i v) : 



IS2 : #£>tWh5£ (IV) (Di\&®%T± Y^\ZX^ ^:R-COR n 
(III) : 



[5tf, Ai, Ha 1^5ct0RttBUl5<b|Bl#^fc?>] 
T^£ftS{b^£®atL ; 

XS3 : #fettfc^: (III) ©<b-fr*SrT*h=M;^lcT, #WM&<D 
#&T> ^oyy{bit^m fcWT?r$/fc1-5r.i:T?a; (I I) : 



[5£>K Af, Ha lfcit^RttHulEiPEa-c&S] 
X^4 : #b*lfc5£ (II) >{ V^O#STT-SJS$*5, 

6. Ra*3->r y^^jj/v-c&ij, A^tfS 




(IV) 




(III) 
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7. nbtitt (i) <d{\^*v y&t&t&jm&Kjmu m^titcv^ 

T?*$tt52- (3— ry^-drf-yjJ/U) -3, 6, 7, 9-fh7t Kn-Y^^ 

y [4,5-d] t°y/ [4,3-b] try^ p^afeE i7fc»©^ H B H ^Mig 
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